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C. ¥0. Pgbosa, JI. M. Axexceea, B. I. I'panux

1H-IMMPUIO[3,2-5] MBI OJIbL
CUHTE3 M HCCIEAOBAHME HEKOTOPBIX
CHEKTPAJIbHBIX ¥ XMMWUYECKHX CBOWCTB

IIpomseonHEe 2-TTMAHOBMHMI-3-H-HUTPOGMEHIAMUMHOMHIONE DY KMITSYEHUM B TPU-
DTOPYKCYCHOM KMCIOTE 32 CUET akTuBaryy rpymmsl CN IHKIM3yIOTCH B COOTBEICTBYIOMIME
puno [3,2-5] unpossr. TepMudeckas TMKIM3anys QUpa MHI0IMIAKDHUAOBOM KMCIOTH
OCYLIECTBASETCS ¢ yUacTueM f0ee peakIuOHHOCTIOCOOHOM 3TOKCHKaPOOHMIIBHOE IPy-
I6i ¢ 00pasoBarueM 3-IMaHOmMpuzo (3, 2-6] MERONA.

Kurrogesble CI0BA: MHAON, MHIOIMBAKDUIOBAS KUCIOTE, KaPGOIHH, MATIOHOHUTPI,
TUPUAOUHIOMN, ITHAHAIETOHUTPHIL.

Xora mapunc [3,2-5 Juamons (5-xapOoauHsD) H3YUEHH MEHEE MoapolHO, 4eM
a-, - u y-xapOosmHEl, B JUTEPATYPE MMEIOTCH JAHHBIE O HOJE3HBIX CBOMCTBAX
COCAMHEHMIE 3TOr0 KJIACCa, B UYACTHOCTE O OHMOJOrAYEcKold aKTHBHOCTH
1-HezaMEemeHBHX IPOM3BOMRBIX OJTOM IeTEpOIUKIMYEecKor cucremsr [1, 2]
Cuntesy un cpodicteam 1 H-mupuno [3,2-5 Juuaoi08 HOCBAMEHA, B CYIIEOCTHA, OHA
pabora [3], B xOTOpo# oOmmCAH MHOTOCTYHECHUATHIL MW CIOXHEIA B
SKCHEPUMEHTAIHHOM OTHOMEHNY CHHTe3 1-metaa-1H-oupwnoe[3,2-5 luagona
(1), w3yJeHH HEKOTOPHE XWMHUCCKHE CBOMCTBA STOT0 COCAWMHCHUS ¥ €T0
OCHOBHOCTb B CPABHEHHH C M30MEPHBIME KapOOJMHOBEIMY COCTUHCHISIMUA.

Hamm ycramosneno, uro 2-¢opmur-3-n-EuTpodeHAIaMUHONEREON  (2)
B3aNMOIEUCTBYET ¢ MAJOHOHUTPHIOM € 00pa30BaHAEM NUIIMAHCBAHMIIIPOA3BOT-
HOrO 3, KOTOpHY HpM HArpeBaHMM TPauCHOPMHEDPYETCI B COOTBCTCTBYIOHH/II/I
2-mMuHORErEEponHpHno [3,2-6 Jusgon (4). Cyas mo massmm SIMP g x B¢
CIIEXTPOCKOINY, TEOCTEAHUA HAXOMXTCS B PABHOBECWH C 1 -n-HATPOG eHIIT-2-a M-
uo-3-rmano- 1 H-mmpuno [3,2-5 Juamoxom 4A [4, 51.
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XapaxkreprucTMKd CHHTE3HPOBAHHBIX COSAMHECHUH

Tabauwma 1

Haftpeno, %

i‘;iﬁz’ (;%yl\gi; Macz;/c;ex’rp, Bbmncneuo,l % UK crexip, ol T, wr, °C {¥) Brixopt, %
c H N
5 Cy5H;,CINsO, © 0.5 HyO 329 57.57 3.09 18.74 3500—3300, 3200~3000, 2220, >390 (F10) 100
57.68 3.50 18.69 1650, 1620
6 Cy1H36NgO, 384 65.96 4.30 21.92 2220, 1630, 1615 300 93
65.62 4.20 1.86 pasn. (CHCI3)
7 Cy1H19CINgO, « H,0 384 55.85 4.23 74 3460, 3390, 2210, 1630, 1610 >300 64
5520 4.63 18.40 pasn (H20)
8a C1gH13Ns503 347 62.27 3.95 19.93 3400, 3300—-3260, 3180, 2220, * 84
62.24 3.77 20.17 1675, 1610, 1590 (IM®DA~MeOH,
I: D
8b CyoH6N404 376 63.79 4,26 14.82 3340, 2210, 1720, 1665, 1600, * 97
63.82 4.29 14.89 1575 (IMDA—MeOH,
1:1)
9a CyoH14F3N505 52.18 3.05 15.39 3420 (rw1), 3360 (nn), 3280, 240—243 86
52.07 3.06 15.18 3140—3020, 1670, 1640, 1625 (MeOH)
9b CypH17F3N4O¢ 53.72 3.56 . 3300, 1695, 1665, 1615, 1590 239—240 92
53.88 3.49 11.43 (i-PrOH—MeOH)
10a C1sH;3N503 347 62.45 3.87 20.23 3330—3100, 1650 241242 66
62.24 3.77 20.17 (IMDA—MeOH)
10b CyoH N4y 376 63.56 4.29 14.69 3370, 3130—3040, 1700, 1680, 239—240 80
63.82 4.29 14.89 1620 (MIMDA—~arerTon)
11 C18H;gN4O3 330 65.33 3.35 16.87 3300—3100, 2210, 1625 392—-394 78
65.45 3.05 16.96 (IM®DA—H 20,
3: D

T\ IUL. ONpenesNuTh HE YHAETCH, NO-BUNUMOMY, U3-3d TepMW{eCKOﬁ LUKIM3AIUN COelUHEeHNI,
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Bricokas ocroruocTs coemmHenma 1 (pK, 10.77) [3] He ocrasnger coMHermi,
YTO €r0 NPOTOEWPOBAHHE NPOTEKAET OO ATOMY a30Ta HYTHUISHHOTO IHKJIA.
Yrobs YCTAHOBMTH, COXPAHMETCS JH TaKOS HANPABACHAE NPOTOHM3AINY NDH
HAWYME 2-2MUHOFPYIIE B coemuHeHmm 4A, OHUI HOAYyYeE XJIOpHA 5 3TOro
TPULOWKIIA ¥ CONOCTABJEHB ChHekTpel SIMP g IPOTOHUPOBAHHOTO S =
HENPOTOHVPOBAHHEOTO 4A cocmmmeHmii. Hambosiee XapaKTEPHBIMHU DAZIHUAIMEA
9THX BEHICCTB SABJAICTCH HaAWUuE B criextpe AMP 'H ocrosamms 4A VIOWPCHHOTO
cureana npu 0.17 M. x. (2H, ym. ¢, NH2) u mpespamcsne €ro B XJICDHAE B
curmansl 8.48 (ZH, m. ¢, NH2) = 12.78 M. 1. (IH, m. ¢, NH wummgmona).
EcTecTBeHHO, YTO B XJICPHUOE 5 BCE CUTHAJE IIPOTOHOB CHBUHYTH B ciaboe moxe
(CM. SKCIIEPUMEHETAIBHYIO YaCTh) , HO Hamboasmuil casmr .88 M. 1. mpereprnesasT
curean 4-H, 4To yxashBaeT HA MPECHMYIIECTBEHHYIO JIOKATHIAIMIIO TOT0XKUTE b~
HOTO 3apg/a Ha SHIOUUKIMYECKOM ATOME a30Td HHPUAMHOBOrC mukia. Hammuyme
MEPBUYHOY aMUHOIrPYNOE B 4A TIOATBEPXAAETCI BOZMOXHOCTHIO B3aWMONECHCT-
BHS STOFO COSHWHEHWS ¢ NHATHIANCTAIEM TUMETAIpOopMaMuzaa ¢ 06pasoBanueM
COCTBETCTBYIOINETO aMUIWEA 6. AHAIOTWYHO XJICPEAY 5 W3 aMugrHa 6 HOIyueH
xJIopmy 7 | conocrapiens cuektpst IMP "H coepunenwmit 6 u 7.
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W B 3TOM Chayuae (Upy HEPEXORE oT & K 7) mambomsmmit casur B caaboe mose
XapakTepeH A9 HPOTOHA B MCJIOXeHNE 4 MOJeKyJEl, ogHako pazmmaue 0.42 M. 1.
3aMETHO MCHBINE, YEM Ind mapsi 4 — 6, 4TO, BOZMOXHO, CBA3aHO C HEKOTOPOH
OEJIOKANMM3ANKEH TOIOXATENRHOIO 3apsAa K3 AMAOHHOBSIHA (DparMenT (pe3oHaHC
7 —~7a).

Bosmoxmocre cumresa 1H-d-xapGosmuos HE OrpaHWUMBASTCA peakuuei
OVKIA3ANAY TOABKO HOHAHOBAHIIBHOTO TpousBonHEoro 3. [Ipn ssanmoneicreun
aJBAEeTANa 2 ¢ HuAHANeTAMEIOM A MUaHYKCYCHBIM 2DUpoM HOXyUYEHE aMun 8a 1
stup 8b S-mEnmormrakpmAoBOY KWCAOTH. OKAa3a70Ch, OAHAKO, UTO MUKIIM3AIIAS
OOCAECHHAX B YCIOBHAX OWKIE3AIHAU 3 4 (BarpcBaHWE B CMECH
veragoa—IM®A [4, 5] me umeer mecra™.

* Amuyr 8a mocse TAKOTO HArpEBAHUS BBIACICH B BUJE Coibsata ¢ AM®A, x0TopBIil B 00BIUHBIX
VCIOBMSIX CTAOMNICH U PA3PyIIAETCSE TOIBKO IpY Harpesarum 10 150 °C.
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Tabnuma 2

Coextper IMP 'H canresmposammpx J-xapSomsmos (IMCO-de)

Xummieckue CABHTH, 5, M I
Coemm~ CEHANG,
HEHHe 4.H, 6-H, 7-H, 8-H, 9-H, 2> NE NHp, e
c pss T T A A2B2£;';PICI‘C— II.IH:; IH.ZC Ci?’ri:l;lbl
4 8.25 7.42 7.23 6.74 5.91 7.88; 6.17
’ : 8.55
5 9.13 7.67 7.52 6.95 5.96 8.13; 12.78 | 8.48
8.72
6 8.83 7.54 7.22 166 6.05 | 7.90; 82 (H, ¢
8.60 CH); 2.69; 3.1
(6H, gBa c,
. N(CH3)2)
7 9.25 7.75 7.6 7.1 6.2 8.0; 13 . 8.4 (H, ¢,
8.62 CH); 2.75; 3.2
(6H, gsa ¢,
N(CHz)2)
9b 9.08 8 7.53 6.98 5.99 8.16; 12.4 '8.48 142 (3H, M,
8.75 COOCHCH3);
4.47 (2H, xs,
COOCHCH3)
10b 8.41 7.43 7.22 | 6.71 5.93 | 7.81; * 1.35 (3H, M,
8.51 COOCHLCH3);
. 431 (2H, xs,
COOCH,CH3)
11 8.68 7.52 7.32 | 6.82 6.11 | 7.88; 12
8.54

*  Curmai nperoHos rpynmsi NHp 5 Habmogaercs (MaCKUpPYeTCs CUTHAJIOM BOIbI DACTBOPUTEIS) .
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OcymecTsuTh MEKIH3ANMIO COSMAHEHMA 82,5 yAaNoCh IpH BX HATDEBAHAHX B
TpudTopyKCycHOM Xmcore. Ilociaexyromas o6paloTka MpOMEXyTOUHEIX TpH-
¢bropaneratos 9a,b menouso B cruprax npmsorut K 1H-S-xapSommaam 10a,b.
Ilpr nanpHe#mIEM HCCHENOBAHME CBOKCTB 5hupa 8b OBUIO YCTAHOBIEHO, YTO
TEPMIIECKAsd HUKIA3ANUY STOr0 COEHUHEHWS B KapOOIMH TAaKKe BO3MOXHA,
OHAKO OHA IIPOTEKAET N0 MHOMY HANPABACHUIO. [1py KMISucHIN cCoequHcHYs Sb
B STHJIEHIVIMKOJC HaOMIONaeTcd 3aMbIKaHWe MEPEAMHOBOTO KOJNBIA C y4ACTHEM
rpyoosl 3-NH 7 sroxcrxapGorwisHON (2 HE MEAHO-)TPYHIE ¢ 06pa3oBamzeM
1,2-mgurunpo-1-n-gurpodennn-3-mranonmpuno [3,2-5 jurmomona-2 (11).

Hpyrmva  croBaMu, Upd Harpepammm coenmmeaug 8b B CF3COOH
HabmonaeTcs aKTEBANMS HUAHOTPYIIBl, BEPOSTHO, 34 CUET HIPOTOHEPOBAHWS,
a [y TEPMEYECKOTO mporecca Gosiee peakIMOMHOCIOCOOHOH SBISETCS STOXCH-
KapOOHUAbHAS IPYHIA.

SKCHEPUMEHTATBHAY YACTB

MK cnexrps cearsl Ha npuGope Perkin-Elmer 457 B Buie maCT B Ba3eJMHOBOM Macie. Macc-crex-
TPBI IOIYYeHbI Ha criexTpomerpe Varian MAT-112 (70 3B) c npsMeiM BBO{OM 00pazui B MOHHBIA
ucrouruk. Crexrps: IMP 111 samucans ma cnexrpomerpe Uniti Plus 400 (Varian). Baytpennuii cras-
mapt TMC, pactsopurens JIMCQO-ds. KORTPOIb 32 XOHOM PEAKHWIL M TMCTOTOR ITOTyIEHHEIX COSIIMEE-
Hu ocymiecTsiasum MeTofom TCX ma mnacturxax Silufol UV-254 & cuctemax xnopodopM—MeTaHo,
10 : 1, 1 sTunaneTaT—u3CIPONaHOT—aMMHUaK, 5 : 3 @ 1. Dusuko-XUMUYECKHE CBOMCTBA M BHIXOMBI
COeMUHeHuit IpUBEeHsT B Ta6. 1, crextper SMP 1H O-xap6osmsos — B Tabi. 2.

Xxopug 1-n-SUTPOQEHII-2-aMuB0-3-raaHo-SH-mapuno]3,2-bjranommans (5). Cvecs 4.5 ¢
(13.7 Mmomp) xapbormHa 4 ¥ 180 MJI KOHIEHTPUPOBAHEON CONIHOH KMCIOTH! TIEPEMEMUBAIOT IIPH
KomHaTHOM Temnepartype 1 1. Ocagok oThMIBTPOBBIBAOT, IPOMBIBAIOT BOFOH u cymat. Iomyuarr 5.0 1
xaopuna S.

1-n-Hurpodernn-2-ruveTrIaMIHOMeTHIeEaMARO-3-wano- 1 H-mupupo[3,2-6  uagox  (6).
Cmecs 3 1 (9.1 mmonp) xapbonuna 4 n 30 Mn mustwranerans IM®DA kunarar 4 u. OXIaxaaoT,
BBIDABIIMEX OCAZOK OTPUIBTPOBBIBAIOT, IPOMBIBAIOT S¢rpom. ITomyqator 3.28 r amuausa 6.

Xnopupg 1-n-BETPOQEHAN-2-EMETAIAMIHOMETHICHAMAHC-3-1uano-5SH-mpuno [3,2-b] meno-
auaug (7). Cvecs 0.4 v (1 mmomp) amuzusa 6, 20 Mt BOIBI ¥ 3 M KOHIEHTPUPOBAHHOM COISHOMN
KMCIOThI iepeMemmeatoT 3 € py 20 °C. Ocaxok XenToro usera 0TOHIBTPOBEIBAIOT, IPOMBIBAIOT BOFOHK
¥ IePEeKPUCTAIUIM30BHIBAIOT U3 BOABL. CymraT mpu 100 °C. Ionyuaror 0.28 r xstopuza 7-

Amump a-lmaﬁo-ﬁ- (3-n-EuTpOheHEIAMEHOMHNOLI-2) AKPANTOROH KucxoThl (8a). Cvecs 1.65 ¢
(5.9 mMmoss) 2-Gopmrumuriona 2, 0.52 r (6.2 MMoib) ruananetamuna, 0.84 Mt {6 MMOMB) TpMITIII-
amua B 60 MI H30IPONAHONA KMIIATST NPH Nepemertueanmy 7 €. OXIaXar0T, 0CafoK 0TS TPOBbIEA-
10T, IPOMBIBAIOT M30TIponasoaoM. ITonyaaror 1.73 r amuna 8a B BUAE KPHUCTAILIOB TEMHO-BUIITHEEOTO ITBETA.
Tpu nepexpucraumzanyy 13 cMeck Metanor—IM®PA, 1 : 1, BemecTBO CTAHOBUTCS XEJIThIM U TPEACTas-
nser cofoir comseat amupa 8a ¢ JM®@A. ITocne BicymmBanus npu Temmepatype 150 °C comssat
paspymaercs. Cuexrp IMP 1H, S, M. 1. 7.06 (1H, m, 5-H); 7.25 (1H, u, 4-H); 7.35 (1H, M, 6-H);
7.67 (1H, ™, 6-H); 6.81; 8.07 (4H, nsa M, CcH4NO2); 8.10 (1H, ¢, CH); 9.45 (1H, ymr. ¢, 3-NH); 11.10
(1H, ym. ¢, NH-ind); 7.86; 7.69 (2H, psa ym. ¢, CONH?). Haitneno, %: C 59.45; H 4.69; N 19.85.
C18H13N503 * C3H7NO. Beruucreno, %: C 59.99; H 4.80; N 19.99.

Orunoseif dup a—xmano-ﬂ- (3-n-purpode HUIAMIHONHOII-2) aKPAIOBOR KuCAOTHE (8Sb).
Lonxygaror 5.7 radupa 8b m3 cmecu 4.4 1 (16 Mmoib) 2-bopmumigzona 2, 100 M1 uzonponanona, 4.4 Ma
(60 mmonp) muanyxcycsoro adupa u 0.6 Mi (6 MMOJIB) TPUITUIAMMHEA B YCIOBUSX CUHTE3d aMMAa 8a.
Cnexrp AMP ", S, M. 1.:7.07 (1H, M, 5-H); 7.28 (1H, M, 4-H); 7.39 (1H, », 6-H); 7.72 (1H, M, 7-H);
8.67; 8.22 (4H, gma M, CsH4NO2); 8.22 (1H, ¢, CH); 9.68 (1H, ym. ¢, 3-NH); 11.11 (1H, ym. c,
NH-ind); 1.29 (3H, T, OCH2CH3); 4.29 (2H, x8, OCH>CH3s). '

Tpudropanerar 1-n-surpodenn-2-avuso-3-kapbavown-SH-mupano [3,2-b] uamomsms (9a).
Pacrsop 0.35 r (1 Mmoib) amMuzaa 8a B 10 Mt TpudTOPYKCYCHOH KMCIOTH KMIITAT 1 u. Beumsaior B S0 Ma
BOZB1. BRITABIIMI 0CAIOK OTOUIBTPOBEIBAIOT, IPOMBIBAIOT BOZOM, 1 % pacreopom 6ukapGoHaTa HATpUS,
BO0# u cymar. Iomyuqaror 0.4 r rpudropanerara 9a.
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Tpudropanerar 1-n-Hurpodenni-2-auuao-3-3roxcukapbonmi-SH-mupuno] 3,2-b] ungonunns
(9b). Pacrsop 0.1 r (0.27 mmoins) sdupa 8b xumsrar 2 9 1 ocrasismor Ha 24 4 npu 20 °C. BaTem
spUMBa0T B 20 Mu BOgpl. BelmaBmmvit 0CaioK OTHMIBTPOBBIBAIOT, HPOMBIBAIOT BONOH, 19, pacTsopoM
Guxapborara HATPMS, BOZOH u cymar. Honygarot 0.12 r rpudropanerara 9b.

1-#-Hurpodenwn-2-avuno-3-xapbavons- 1 H-mmpuno[3,2-bluanon (10a). K meraxonsaoMy
pacteopy 0.16 r (0.35 mmoms) tpudropanerara 9a mobasmsmor 0.5 Mx 1 ®. pacTsopa €AKOro Kajiu,
HATPEBAIOT A0 KMUIEHUS ¥ OXJIaXAa0T. OcafoK OTQMILTPOBBIBAIOT, IPOMBIBAIOT METAHOIOM ¥ BOHOH,
cymar. Ionyuator 0.12 r mupugousgona 10a, xoTopelil CyCOEHIUPYIOT B METAHONE, HArPEBaT A0
KUIeHus 1 10 KarwisM nobasnaror IM®A 1o pactBopesus BeniecTBa. PacTeOp GusTPYIOT, OXJIAXAAIOT
Yucrerit mupunousnosx 10a (0.08 1) moxygaroT npu Beicaxusanuy 3GuUpom.

1-n-Hurpodeeri-2-aMaHo-3-sTokcuxapbonmi- 1 H-mupano[3,2-bjuugox (10b). K cycuensun
2.45 r (5 vmmo718) TpHdTOpaneTara 9b B 50 mn sranona gobaeasroT 7.5 Mt 1 H. pacTBOpA €KOTO KM M
xumaTar 0.5 4. OXIaXpaoT, 0Ca0K OT(MISTPOBBIBAIOT, POMBIBAIOT ITAHOIOM U BOMOI, cymart. [To-
nyuazor 1.5 r ouprmonsnona 10b.

1-n-Hurpoderui-3-uuano-1,2-quruaponupuao [ 3,2-61 manonos-2 (11). KunsraT npu nepeMe-
mumBaEmH 3.5 r (9 Mmonn) sdupa 8b 5 140 Mt sTirennIMKONT 45 Mus. OXIAXKNAKOT, BoIIaBIIMM 0CAT0K
OThMABTPOBIBAIOT, HPOMBIBAIOT MeTaro0M. [Toy9aioT 2.4 r mupuRomMERoaoHa 1.

Paboma evinonnena npu dunancosoi nodoepxxe PDODH, epanm Ne
97-03-33066.
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